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(57) Abstract: Agents for improving learning or memory which are 
useful in treating dementia in association with dysmnesia caused by 
cerebrovascular disorder, nerve degeneration diseases such as Alzheimer's 
disease, endocrine diseases, nutritional/metabolic errors, tumor, infectious 
diseases, drug poisoning, etc. These agents contain as the active 
ingredient isoquinoline derivatives having a specific structure (for example, 
(4aR, 1 2aR)-2-methy l-4a-(3-hydroxypheny ])-! ,2,3,4,4a,5, 1 2, 1 2a-octahy- 
dro-quinolme[2,3-g]isoquinoline) or pharmacologically acceptable salts 
thereof. 
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3 No. Rl 


DO 

R2 


Ro 


DO 1 

R3 


R4 


R5 


161 


■t 

Me 


It 

H 


Me 


7-Me 


Me 


NH2 


162 


Me 


H 


mm 

Me 


7-Me 


Me 


OH 


163 


Me 


OH 


Gl 


5-CI 


H 


Me 


164 


Me 


OH 


CI 


5-CI 


H 


NH2 


165 


Me 


OH 


CI 


5-CI 


H 


OH 


166 


Me 


OH 


CI 


5-CI 


Me 


Me 


167 


Me 


OH 


CI 


5-CI 


Me 


NH2 


168 


Me 


OH 


CI 


5-CI 


Me 


OH 


169 


Me 


OH 


CI 


6-CI 


H 


Me 


170 


Me 


OH 


CI 


6-CI 


H 


NH2 


171 


Me 


OH 


CI 


6-CI 


H 


OH 


172 


Me 


OH 


CI 


6-CI 


Me 


Me 


173 


Me 


OH 


CI 


6-CI 


Me 


NH2 


174 


Me 


OH 


CI 


6-CI 


Me 


OH 


175 


Me 


OH 


CI 


7-CI 


H 


Me 


176 


Me 


OH 


CI 


7-CI 


H 


NH2 


177 


Me 


OH 


CI 


7-CI 


H 


OH 


178 


Me 


OH 


CI 


7-CI 


Me 


Me 


179 


Me 


OH 


CI 


7-CI 


Me 


NH2 


180 


Me 


OH 


CI 


7-CI 


Me 


OH 


181 


Me 


OH 


CI 


5-NH2 


H 


Me 


182 


Me 


OH 


CI 


5-NH2 


H 


NH2 


183 


Me 


OH 


CI 


5-NH2 


H 


OH 


184 


Me 


OH 


CI 


5-NH2 


Me 


Me 


185 


Me 


OH 


CI 


5-NH2 


Me 


NH2 


186 


Me 


OH 


CI 


5-NH2 


Me 


OH 


187 


Me 


OH 


CI 


6-NH2 


H 


Me 


188 


Me 


OH 


CI 


6-NH2 


H 


NH2 


189 


Me 


OH 


CI 


6-NHZ 


H 


OH 


190 


Me 


OH 


CI 


6-NH2 


Me 


Me 


191 


Me 


OH 


CI 


6-NH2 


Me 


NH2 


192 


Me 


OH 


CI 


6-NH2 


Me 


OH 


193 


Me 


OH 


CI 


7-NH2 


H 


Me 


194 


Me 


OH 


CI 


7-NH2 


H 


NH2 


195 


Me 


OH 


CI 


7-NH2 


H 


OH 


196 


Me 


OH 


CI 


7-NH2 


Me 


Me 


197 


Me 


OH 


. CI 


7-NH2 


Me 


NH2 


198 


Me 


OH 


CI 


7-NH2 


Me 


OH 


199 


Me 


OH 


CI 


5-Me 


H 


Me 


200 


Me 


OH 


CI 


5-Me 


H 


NH2 
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DO 

no 


Ko 


DA 

K4 


DC 


ZUl 


II. 

Me 


• nu 
un 


til 


c ii. 
O-Me 


■ I 

H 


OH 


ono 
ZOZ 


Me 


Un 


n i 
01 


C II 

5-Me 


Me 


Me 


203 


Me 


OH 


n i 

CI 


IT II 

5-Me 


Me 


NH2 


Z04 


Me 


nu 
OH 


n i 

CI 


5-Me 


Me 


OH 


One 

205 


Me 


nu 

OH 


n i 

CI 


6-Me 


H 


Me 


206 


Me 


nu 

OH 


n i 

CI 


6-Me 


H 


NH2 


OAT 

20/ 


Me 


nu 

OH 


n i 

CI 


6-Me 


H 


OH 


208 


■1 — 
Me 


OH 


f\ f 

CI 


6-Me 


Me 


Me 


209 


Me 


nu 

OH 


n i 

CI 


6-Me 


Me 


NH2 


210 


ii 

Me 


OH 


CI 


6-Me 


Me 


OH 


211 


ii 

Me 


OH 


CI 


7-Me 


H 


Me 


n 4 n 

212 


Me 


OH 


CI 


7-Me 


H 


NH2 


213 


■i 

Me 


OH 


CI 


7-Me 


H 


OH 


214 


Me 


OH 


CI 


7-Me 


Me 


Me 


215 


' ii 
Me 


ni ■ 

OH 


CI 


7-Me 


Me 


NH2 


216 


Me 


OH 


CI 


7-Me 


Me 


OH 


217 


mm 

Me 


OH 


NH2 


5-CI 


H 


Me 


040 

21o 


■i 

Me 


All 

OH 


NH2 


5-CI 


H 


NH2 


219 


ii ~ 
Me 


nu 

OH 


NH2 


5-CI 


H 


OH 


220 


' ii 
Me 


nu 

OH 


NH2 


c n i 

5-CI 


Me 


ii 

Me 


001 
221 


ii. 
Me 


nu 
OH 


nuo 

NH2 


c n i 

5-CI 


ii 

Me 


1IU1 

NH2 


222 


Me 


nu 

OH 


in in 

NH2 


e n i 

5-CI 


ii 

Me 


nu 

OH 


ooo 
223 


Me 


nu 

OH 


11 US) 

NH2 


r» n i 

6-CI 


u 

H 


ii. 
Me 


224 


Me 


nti 

OH 


11 UO 

NH2 


6-CI 


H 


NH2 


225 


Me 


OH 


NH2 


/> n i 

6-CI 


H 


nu 

OH 


AAA 

226 


■i 

Me 


nu 

OH 


nun 

NH2 


6-CI 


ii 

Me 


ii _ 
Me 


ooi 
22/ 


ii. 
Me 


nu 

OH 


NH2 


a ni 

6-CI 


ii. 
Me 


NH2 




Me 


fill 

. On 


tinZ 


DO 1 


Me 


nu 
Un 




we 


OH 
vn 


111 tsL 




u 
1 1 


Ma 

mo 


230 


Me 


OH 


NH2 


7-CI 


H 


NH2 


231 


Me 


OH 


NH2 


7-CI 


H 


OH 


232 


Me 


OH 


NH2 


7-CI 


Me 


Me 


233 


Me 


OH 


NH2 


7-CI 


Me 


NH2 


234 


Me 


OH 


NH2 


7-CI 


Me 


OH 


235 


Me 


OH 


NH2 


5-NH2 


H 


Me 


236 


Me 


OH 


NH2 


5-NH2 


H 


NH2 


237 


Me 


OH 


NH2 


5-NH2 


H 


OH 


238 


Me 


OH 


NH2 


5-NH2 


Me 


Me 


239 


Me 


OH 


NH2 


5-NH2 


Me 


NH2 


240 


Me 


OH 


NH2 


5-NH2 


Me 


OH 
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3 No. R1 


R2 


R3 


R3' 


R4 


R5 


241 


Me 


OH 


NH2 


6-NH2 


H 


Me 


242 


Me 


OH 


NH2 


6-NH2 


H 


NH2 


243 


Me 


OH 


NH2 


6-NH2 


H 


OH 


244 


Me 


OH 


NH2 


6-NH2 


Me 


Me 


245 


Me 


OH 


NH2 


6-NH2 


Me 


NH2 


246 


Me 


OH 


NH2 


6-NH2 


Me 


OH 


247 


Me 


OH 


NH2 


7-NH2 


H 


Me 


248 


Me 


OH 


NH2 


7-NH2 


H 


NH2 


249 


Me 


OH 


NH2 


7-NH2 


H 


OH 


250 


Me 


OH 


NH2 


7-NH2 


Me 


Me 


251 


Me 


OH 


NH2 


7-NH2 


Me 


NH2 


252 


Me 


OH 


NH2 


7-NH2 


Me 


OH 


253 


Me 


OH 


NH2 


5-Me 


H 


Me 


254 


Me 


OH 


NH2 


5-Me 


H 


NH2 


255 


Me 


OH 


NH2 


5-Me 


H 


OH 


256 


Me 


OH 


NH2 


5-Me 


Me 


Me 


257 


Me 


OH 


NH2 


5-Me 


Me 


NH2 


258 


Me 


OH 


NH2 


5-Me 


Me 


OH 


259 


Me 


OH 


NH2 


6-Me 


H 


Me 


260 


Me 


OH 


NH2 


6-Me 


H 


NH2 


261 


Me 


OH 


NH2 


6-Me 


H 


OH 


262 


Me 


OH 


NH2 


6-Me 


Me 


Me 


263 


Me 


OH 


NH2 


6-Me 


Me 


NH2 


264 


Me 


OH 


NH2 


6-Me 


Me 


OH 


265 


Me 


OH 


NH2 


7-Me 


H 


Me 


266 


Me 


OH 


NH2 


7-Me 


H 


NH2 


267 


Me 


OH 


NH2 


7-Me 


H 


OH 


268 


Me 


OH 


NH2 


7-Me 


Me 


Me 


269 


Me 


On 


NHZ 


/—Me 


Me 


nun 


270 


Me 


OH 


NH2 


7-Me 


Me 


OH 


271 


Me 


OH 


Me 


5-CI 


H 


Me 


272 


Me 


OH 


Me 


5-CI 


H 


NH2 


273 


Me 


OH 


Me 


5-CI 


H 


OH 


274 


Me 


OH 


Me 


5-CI 


Me 


Me 


275 


Me 


OH 


Me 


5-CI 


Me 


NH2 


276 


Me 


OH 


Me 


5-CI 


Me 


OH 


277 


Me 


OH 


Me 


6-CI 


H 


Me 


278 


Me 


OH 


Me 


6-CI 


H 


NH2 


279 


Me 


OH 


Me 


6-CI 


H 


OH 


280 


Me 


OH 


Me 


6-CI 


Me 


Me 
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% No. R1 


R2 


R3 


R3' 


R4 


RR 


281 


' Me 

IIJO 


OH 

un 


roe 




Ma 

we 


MUO 

NHZ 


282 


Me 


OH 


Me 

mo 


O U 1 


Ma 


nu 
un 


283 


IIJO 


OH 

un 


Me 

rao 


/ V# I 


u 
n 


Ma 

me 


284 

CUT 


lIlO 


OH 
un 


Ma 

roe 


7— pi 


u 
n 


MU O 
NHZ 


285 


M^ 

If 16 


OH 
un 


Ma 

me 


/— U J 


U 

M 


nu 
Un 




me 


OH 
un 


Mo 
M6 


7— n i 
/— u 1 


Me 


Me 


287 


Ma 

line 


OH 
un 


Ma 

me 


7— n i 


Me 


NHZ 




Ma 

me 


nu 


Ma 

me 


7— n i 
/— u I 


li- 
me 


nu 
On 


289 


Ma 


OH 
un 


Ma 

Ine 


ft.— WHO 


u 
n 


Me 


290 


Ma 

me 


nu 
un 


Ma 

we 


K_MUO 

0 Nn^ 


u 
H 


MUO 

NHZ 


991 


Ma 

HI© 


nu 
Un 


Ma 

Me 


ft— MUO 

O— NHZ 


u 
n 


OH 


292 


Ma 


nu 
un 


Ma 

Me 


Q— NHZ 


Me 


Me 


291 


Ma 

me 


nu 
un 


Ma 

Me 


ft— MUO 

0— NMZ 


Me 


MUO 

NHZ 


294 


Ma 

one 


nu 
un 


Ma 


ft— MUO 

D NHZ 


Me 


All 

Un 


995 


Ma 

me 


nu 
un 


Ma 

Me 


ft— MUO 


u 
n 


Me 


996 

17 LI 


Ma 

Mo 


nu 
un 


Ma 

Me 


O^NHZ 


- u 
n 


MUO 

NHZ 


297 


Ma 

me 


nu 
un 


Ma 

rae 


ft— MUO 

D— NHZ 


LI 

n 


nu 
Un 




Ma 

me 


nu 
un 


Ma 

me 


ft— MUO 


Ma 

Me 


Ma 

we 


299 


Ma 

me 


nu 
un 


Ma 

Me 


ft— MUO 

o iMnz 


Ma 

me 


MUO 

vine. 


ioo 


Ma 

me 


nu 
un 


Ma 

me 


ft— MUO 


Ma 

we 


nu 
un 


301 


Ma 

me 


OH 
un 


Ma 

me 


7— WHO 


u 
n 


Ma 

Me 


302 


Ma 

mo 


OH 
un 


Ma 

me 


7— MHO 


u 
n 


MUO 


303 


Ma 

me 


OH 
un 


Ma 

me 


7_ WHO 


u 
n 


nu 
un 


304 


Me 

mo 


OH 
un 


Ma 


7-NH9 

/nine 


Ma 

me 


Ma 

me 


305 


Me 

mo 


OH 
un 


Ma 

me 


7— NH9 


Ma 

me 


NH9 
lint 


306 


Me 

nIO 


OH 
un 


Ma 

me 


7-NH9 


Ma 

me 


OH 
un 


307 


Me 


OH 
un 


Me 




H 

n 


Ma 

mo 


308 


Me 


OH 


Me 

mo 


%7 mo 


U 

n 


NH2 


309 


Me 


OH 


Me 


5-Me 


H 


OH 


310 


Me 


OH 


Me 


5-Me 


Me 


Me 


311 


Me 


OH 


Me 


5-Me 


Me 


NH2 


312 


Me 


OH 


Me 


5-Me 


Me 


OH 


313 


Me 


OH 


Me 


6-Me 


H 


Me 


314 


Me 


OH 


Me 


6-Me 


H 


NH2 


315 


Me 


OH 


Me 


6-Me 


H 


OH 


316 


Me 


OH 


Me 


6-Me 


Me 


Me 


317 


Me 


OH 


Me 


6-Me 


Me 


NH2 


318 


Me 


OH 


Me 


6-Me 


Me 


OH 


319 


Me 


OH 


Me 


7-Me 


H 


Me 


320 


Me 


OH 


Me 


7-Me 


H 


NH2 
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3 No. R1 


R2 


R3 


R3' 


R4 


R5 


321 


Me 


OH 


Me 


7-Me 


H 


OH 


322 


Mg 


OH 


Me 


7-Me 


Me 


Me 


323 


Me 


OH 


Me 


7-Me 


Me 


NH2 


324 


Me 


OH 


Me 


7-Me 


Me 


OH 


325 


Me 


OMe 


CI 


5-CI 


H 


Me 


326 


Me 


OMe 


CI 


5-CI 


H 


NH2 


327 


Me 


OMe 


CI 


5-CI 


H 


OH 


328 


Mg 


OMe 


CI 


5-CI 


Me 


Me 


329 


Me 


OMe 


CI 


5-CI 


Me 


NH2 


330 


Me 


OMe 


CI 


5-CI 


Me 


OH 


331 


Me 


OMe 


CI 


6-CI 


H 


Me 


332 


Me 


OMe 


CI 


6-CI 


H 


NH2 


333 


Me 


OMe 


CI 


6-CI 


H 


OH 


334 


Me 


OMe 


CI 


6-CI 


Me 


Me 


335 


Me 


OMe 


CI 


6-CI 


Me 


NH2 


336 


Me 


OMe 


CI 


6-CI 


Me 


OH 


337 


Me 


OMe 


CI 


7-CI 


H 


Me 


338 


Me 


OMe 


CI 


7-CI 


H 


NH2 


339 


Me 


OMe 


CI 


7-CI 


H 


OH 


340 


Me 


OMe 


CI 


7-CI 


Me 


Me 


341 


Me 


OMe 


CI 


7-CI 


Me 


NH2 


342 


Me 


OMe 


CI 


7-CI 


Me 


OH 


343 


Me 


OMe 


CI 


5-NH2 


H 


Me 


344 


Me 


OMe 


CI 


5-NH2 


H 


NH2 


345 


Me 


OMe 


CI 


5-NH2 


H 


OH 


346 


Me 


OMe 


CI 


5-NH2 


Me 


Me 


347 


Me 


OMe 


CI 


5-NH2 


Me 


NH2 


348 


Me 


OMe 


CI 


5-NH2 


Me 


OH 


349 


Me 


OMe 


CI 


6-NH2 


H 


Me 


350 


Me 


OMe 


CI 


6-NH2 


H 


NH2 


351 


Me 


OMe 


CI 


6-NH2 


H 


OH 


352 


Me 


OMe 


CI 


6-NH2 


Me 


Me 


353 


Me 


OMe 


CI 


6-NH2 


Me 


NH2 


354 


Me 


OMe 


CI 


6-NH2 


Me 


OH 


355 


Me 


OMe 


CI 


7-NH2 


H 


Me 


356 


Me 


OMe 


CI 


7-NH2 


H 


NH2 


357 


Me 


OMe 


CI 


7-NH2 


H 


OH 


358 


Me 


OMe 


CI 


7-NH2 


Me 


Me 


359 


Me 


OMe 


CI 


7-NH2 


Me 


NH2 


360 


Me 


OMe 


CI 


7-NH2 


Me 


OH 
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7} NO. Kl 


HZ . 


DO 

Ho 


DO. * 

Ho 


R4 


R5 


ool 


mm 

Me 


All 

OMe 


A 1 

CI 


r- ti 
5-Me 


H 


Me 


362 


■i 

Me 


^■i 

OMe 


1 

CI 


5-Me 


H 


NH2 


O^O 

363 


it 

Me 


OMe 


CI 


5-Me 


H 


OH 


364 


Me 


OMe 


CI 


5-Me 


Me 


Me 


365 


Me 


All 

OMe 


f\ 1 

CI 


p ii 

5-Me 


Me 


NH2 


366 


Me 


OMe 


f\ 1 

CI 


5-Me 


Me 


OH 


OUT 

367 


Me 


OMe 


A I 

CI 


6-Me 


H 


Me 


368 


mm. 

Me 


All 

OMe 


CI 


6-Me 


H 


NH2 


369 


Me 


OMe 


CI 


6-Me 


H 


OH 


370 


Me 


OMe 


CI 


6-Me 


Me 


Me 


371 


Me 


OMe 


CI 


6-Me 


Me 


NH2 


372 


Me 


OMe 


CI 


6-Me 


Me 


OH 


373 


Me 


OMe 


CI 


7-Me 


H 


Me 


374 


Me 


All 

OMe 


CI 


7-Me 


H 


NH2 


OTC 

375 


Me 


All 

OMe 


CI 


7-Me 


H 


OH 


376 


ii ' 
Me 


OMe 


CI 


7-Me 


Me 


Me 


377 


mm 

Me 


OMe 


CI 


7-Me 


Me 


NH2 


378 


Me 


All 

OMe 


CI 


7-Me 


Me 


OH 


379 


Me 


OMe 


NH2 


5— CI 


H 


Me 


380 


mi 

Me 


All 

OMe 


NH2 


5-CI 


H 


NH2 


381 


Me 


All 

OMe 


NH2 


C A 1 

5-CI 


■ i ■ 
H 


OH 


382 


Me 


OMe 


NH2 


C A 1 


Me 


Me 


383 


Me 


OMe 


NH2 


C A 1 

5-CI 


Me 


111 JO 

NH2 


384 


Me 


AIL 

OMe 


NH2 


C A 1 

5-CI 


■i ^ 
Me 


Al 1 

OH 


IOC 

385 


Ma 


All— * 

OMe 


NH2 


A I 

6-CI 


H 


Me 


ooo 


U — 

Me 


All _ 

OMe 


find. 


£ A 1 

6-CI 


H 


MtJO 

NH2 


38/ 


Me 


OMe 


NH2 


a a i 
6— CI 


H 


OH 


OOQ 

ooo 


M~* 

Me 


All. 

UMe 


NH2 


C_A ■ 


Ma 

Me 


Ma 

Me 


OQQ 


me 


nun 


klUO 






KIUO 


390 


Me 


OMe 


NH2 


6-CI 


Me 


OH 


391 


Me 


OMe 


NH2 


7-CI 


H 


Me 


392 


Me 


OMe 


NH2 


7-CI 


H 


NH2 


393 


Me 


OMe 


NH2 


7-CI 


H 


OH 


394 


Me 


OMe 


NH2 


7-CI 


Me 


Me 


395 


Me 


OMe 


NH2 


7-CI 


Me 


NH2 


396 


Me 


OMe 


NH2 


7-CI 


Me 


OH 


397 


Me 


OMe 


NH2 


5-NH2 


H 


Me 


398 


Me 


OMe 


NH2 


5-NH2 


H 


NH2 


399 


Me 


OMe 


NH2 


5-NH2 


H 


OH 


400 


Me 


OMe 


NH2 


5-NH2 


Me 


Me 
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3 No. R1 


R2 


R3 


R3 


R4 


R5 


401 


Me 


OMe 


NH2 


5-NH2 


Me 


NH2 


402 


Me 


OMe 


NH2 


5-NH2 


Me 


OH 


403 


Me 


OMe 


NH2 


6-NH2 


H 


Me 


404 


Me 


OMe 


NH2 


6-NH2 


H 


NH2 


405 


Me 


OMe 


NH2 


6-NH2 


H 


OH 


406 


Me 


OMe 


NH2 


6-NH2 


Me 


Me 


407 


Me 


OMe 


NH2 


6-NH2 


Me 


NH2 


408 


Me 


OMe 


NH2 


6-NH2 


Me 


OH 


409 


Me 


OMe 


NH2 


7-NH2 


H 


Me 


410 


Me 


OMe 


NH2 


7-NH2 


H 


NH2 


411 


Me 


OMe 


NH2 


7-NH2 


H 


OH 


412 


Me 


OMe 


NH2 


7-NH2 


Me 


Me 


413 


Me 


OMe 


NH2 


7-NH2 


Me 


NH2 


414 


Me 


OMe 


NH2 


7-NH2 


Me 


OH 


415 


Me 


OMe 


NH2 


5-Me 


H 


Me 


416 


Me 


OMe 


NH2 


5-Me 


H 


NH2 


417 


Me 


OMe 


NH2 


5-Me 


H 


OH 


418 


Me 


OMe 


NH2 


5-Me 


Me 


Me 


419 


Me 


OMe 


NH2 


5-Me 


Me 


NH2 


420 


Me 


OMe 


NH2 


5-Me 


Me 


OH 


421 


Me 


OMe 


NH2 


6-Me 


H 


Me 


422 


Me 


OMe 


NH2 


6-Me 


H 


NH2 


423 


Me 


OMe 


NH2 


6-Me 


H 


OH 


424 


Me 


OMe 


NH2 


6-Me 


Me 


Me 


425 


Me 


OMe 


NH2 


6-Me 


Me 


NH2 


426 


Me 


OMe 


NH2 


6-Me 


Me 


OH 


427 


Me 


OMe 


NH2 


7-Me 


H 


Me 


428 


Me 


OMe 


NH2 


7-Me 


H 


NH2 


429 


Me 


OMe 


NH2 


—t mm 

7-Me 


H 


AM 

OH 


430 


Me 


OMe 


NH2 


7-Me 


Me 


Me 


431 


Me 


OMe 


NH2 


7-Me 


Me 


NH2 


432 


Me 


OMe 


NH2 


7-Me 


Me 


OH 


433 


Me 


OMe 


Me 


5-CI 


H 


Me 


434 


Me 


OMe 


Me 
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R5 


1441 


H 


QMe 


Me 


5-Me 


H 


Me 


1442 


H 


OMe 


Me 


5-Me 


H 


NH2 


1443 


H 


OMe 


Me 


5-Me 


H 


OH 


1444 


H 


OMe 


Me 


5-Me 


Me 


Me 


1445 


H 


OMe 


Me 


5-Me 


Me 


NH2 


1446 


H 


OMe 


Me 


5-Me 


Me 


OH 


1447 


H 


OMe 


Me 


6-Me 


H 


Me 


1448 


H 


OMe 


Me 


6-Me 


H 


NH2 


1449 


H 


OMe 


Me 


6-Me 


H 


OH 


1450 


H 


OMe 


Me 


6-Me 


Me 


Me 


1451 


H 


OMe 


Me 


6-Me 


Me 


NH2 


1452 


H 


OMe 


Me 


6-Me 


Me 


OH 


1453 


H 


OMe 


Me 


7-Me 


H 


Me 


1454 


H 


OMe 


Me 


7-Me 


H 


NH2 


1455 


H 


OMe 


Me 


7-Me 


H 


OH 


1456 


H 


OMe 


Me 


7-Me 


Me 


Me 


1457 


H 


OMe 


Me 


7-Me 


Me 


NH2 


1458 


H 


OMe 


Me 


7-Me 


Me 


OH 


1459 


H 


OMe 


H 


5-C1 


H 


Me 


1460 


H 


OMe 


H 


5-CI 


H 


NH2 


1461 


H 


OMe 


H 


5-CI 


H 


OH 


1462 


H 


OMe 


H 


5-CI 


Me 


Me 


1463 


H 


OMe 


H 


5-CI 


Me 


NH2 


1464 


H 


OMe 


H 


5-CI 


Me 


OH 


1465 


H 


OMe 


H 


6-CI 


H 


Me 


1466 


H 


OMe 


H 


6-CI 


H 


NH2 


1467 


H 


OMe 


H 


6-CI 


H 


OH 


1468 


H 


OMe 


H 


6-CI 


Me 


Me 


1469 


H 


OMe 


H 


6-CI 


Me 


NH2 


1470 


H 


OMe 


H 


6-CI 


Me 


OH 


1471 


H 


OMe 


H 


7-CI 


H 


Me 


1472 


H 


OMe 


H 


7-CI 


H 


NH2 


1473 


H 


OMe 


H 


7-CI 


H 


OH 


1474 


H 


OMe 


H 


7-CI 


Me 


Me 


1475 


H 


OMe 


H 


7-CI 


Me 


NH2 


1476 


H 


OMe 


H 


7-CI 


Me 


OH 


1477 


H 


OMe 


H 


5-NH2 


H 


Me 


1478 


H 


OMe 


H 


5-NH2 


H 


NH2 


1479 


H 


OMe 


H 


5-NH2 


H 


OH 


1480 


H 


OMe 


H 


5-NH2 


Me 


Me 
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ICHI^l No. 


R1 




R2 


R3 


R3* 


R4 


R5 


1481 


H 




OMe 


H 


5-NH2 


Me 


NH2 


1482 


H 




OMe 


H 


5-NH2 


Me 


OH 


1483 


H 




OMe 


H 


6-NH2 


H 


Me 


1484 


H 




OMe 


H 


6-AH2 


H 


NH2 


1485 


H 




OMe 


H 


6-NH2 


H 


OH 


1486 


H 




OMe 


H 


6-NH2 


Me 


Me 


1487 


H 




OMe 


H 


6-NH2 


Me 


NH2 


1488 


H 




OMe 


H 


6-WH2 


Me 


OH 


1489 


H 




OMe 


H 


7-NH2 


H 


Me 


1490 


H 




OMe 


H 


7-NH2 


H 


NH2 


1491 


H 




OMe 


H 


7-NH2 


H 


OH 


1492 


H 




OMe 


H 


7-NH2 


Me 


Me 


1493 


H 




OMe 


H 


7-NH2 


Me 


NH2 


1494 


H 




OMe 


H 


7-NH2 


Me 


OH 


1495 


H 




OMe 


H 


5-Me 


H 


Me 


1496 


H 




OMe 


H 


5-Me 


H 


NH2 


1497 


H 




OMe 


H 


5-Me 


H 


OH 


1498 


H 




OMe 


H 


5-Me 


Me 


Me 


1499 


H 




OMe 


H 


5-Me 


Me 


NH2 


1500 


H 




OMe 


H 


5-Me 


Me 


OH 


1501 


H 




OMe 


H 


6-Me 


H 


Me 


1502 


H 




OMe 


H 


6-Me 


H 


NH2 


1503 


H 




OMe 


H 


6-Me 


H 


OH 


1504 


H 




OMe 


H 


6-Me 


Me 


Me 


1505 


H 




OMe 


H 


6- Me 


Me 


NH2 


1506 


H 




OMe 


H 


6-Me 


Me 


OH 


1507 


H 




OMe 


H 


7-Me 


H 


Me 


1508 


H 




OMe 


H 


7-Me 


H 


111 IO 

NH2 


1 khg 
l ouy 


H 




UMe 


u 
n 


/—Me 


u 
n 


nu 
Un 


1510 


H 




OMe 


H 


7-Me 


Me 


Me 


1511 


H 




OMe 


H 


7-Me 


Me 


NH2 


1512 


H 




OMe 


H 


7-Me 


Me 


OH 


1513 


2-^X 


-;ux^-JU 


H. 


CI 


5-H 


H 


Me 


1514 


2-fX 




H 


CI 


5-H 


H 


NH2 


1515 


2-^X 




H 


CI 


5-H 


H 


OH 


1516 


2-^X 




H 


CI 


5-H 


Me 


Me 


1517 


2-*X 




H 


CI 


5-H 


Me 


NH2 


1518 


2-M 


XJUX^JU 


H 


CI 


5-H 


Me 


OH 


1519 


2-^X 


-;ux^ju 


H 


CI 


6-H 


H 


Me 


1520 


2-^X 


zi^x^;u 


H 


CI 


6-H 


H 


NH2 
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1521 2-^I~Ji/lfJI/ H CI 6-H H OH 

1522 2-^X— JUX^JU H CI 6-H Me Me 

1523 2-^I-JI/IfJl/ H CI 6-H Me NH2 

1524 2-^X—;UX^;U H CI 6-H Me OH 

1525 2-^-X— ;H^JI/ H CI 7-H H Me 

1526 2-^X—JL,X^;U H CI 7-H H NH2 

1527 2-^X—;iX^;U H CI 7-H H OH 

1528 2-^X— JUX^JU H CI 7-H Me Me 

1529 2-^X— ;UX^;U H CI 7-H Me NH2 

1530 2-^X— ;UX^U H CI 7-H Me OH 

1531 2-^X— JUX^U H CI 5-CI H Me 

1532 2-^X—JUX^H/ H CI 5-CI H NH2 

1533 2-^X— ;UX^;U H CI 5-CI H OH 

1534 H CI 5-CI Me Me 

1535 2-^X—;UX^;U H CI 5-CI Me NH2 

1536 2-fI- JbX3=-;U H CI 5-CI Me OH 

1537 H CI 6 -CI H Me 

1538 2-fIz JUX3MU H CI 6-CI H NH2 

1539 2-^X— jUX^L, H CI 6-CI H OH 

1540 2-^X— ;UX^JU H CI 6-CI Me Me 

1541 2-^X — jUX^-JU H CI 6-CI Me NH2 

1542 2-»X-J|/XfJ|/ H CI 6-CI Me OH 

1543 2-f-X-^I^;!/ H CI 7 -CI H Me 

1544 2-^XJ- JUX^JU H CI 7 -CI H NH2 

1545 2-^X—JUX^JU H CI 7-CI H OH 

1546 2-^X— ;UX^;U H CI 7-CI Me Me 

1547 2-^X— JUX3MU H CI 7-CI Me NH2 

1548 2-^X— ;iX^;U H CI 7-CI Me OH 

1549 2-^X— ;UX^;U H CI 5-NH2 H Me 

1550 2-^X— ;UX3=-;U H CI 5-NH2 H NH2 

1551 2-^X— JL,X^;U H CI 5-NH2 H OH 

1552 2-^X— ;UX^=-;t/ H CI 5-NH2 Me Me 

1553 2-5=-X—;UX^;i/ H CI 5-NH2 Me NH2 

1554 2-^X-JUX^U H CI 5-NH2 Me OH 

1555 2-^X— ;UX¥JU H CI 6-NH2 H Me 

1556 2-^X-Jl/X^b H CI 6-NH2 H NH2 

1557 2-^X— ;UX^JU H CI 6-NH2 H OH 

1558 2-^X— jUX^U H CI 6-NH2 Me Me 

1559 2-^xnJUX^-JU H CI 6-NH2 Me NH2 

1560 ;UX^;U H CI 6-NH2 Me OH 



WO 01/40226 



PCT/JP00/08447 



4 7 



i4 O 





9 No. R1 


R2 


R3 


R3' 


R4 


R5 


1561 


2-^x=.jux^;u 


H 


CI 


7-NH2 


H 


Me 


1562 




H 


CI 


7-NH2 


H 


NH2 


1563 


2-^X~ JUX^JU 


H 


CI 


7-NH2 


H 


OH 


1564 


2-^x-jux^;u 


H 


CI 


7-NH2 


Me 


Me 


1565 




H 


CI 


7-NH2 


Me 


NH2 


1566 


2-^x-;ux^;u 


H 


CI 


7-NH2 


Me 


OH 


1567 


2-*x- jux*;u 


H 


CI 


5-*Je 


H 


Me 


1568 


2-fI-JUfJI/ 


H 


CI 


5-Me 


H 


NH2 


1569 




H 


CI 


5-Me 


H 


OH 


1570 


2-^xxjux^;u 


H 


CI 


5-Me 


Me 


Me 


1571 


2-^x- jux^;u 


H 


CI 


5-Me 


Me 


NH2 


1572 


2-^x- jux^;u 


H 


CI 


5-Me 


Me 


OH 


1573 


2-fi-jnf;i/ 


H 


CI 


6-Me 


H 


Me 


1574 




H 


CI 


6-Me 


H 


NH2 


1575 


2-^xxjux^ju 


H 


CI 


6-Me 


H 


OH 


1576 


2-fi_;i/Xf;i/ 


H 


CI 


6-Me 


Me 


Me 


1577 


2-^xx;ux^-;u 


H 


CI 


6-Me 


Me 


NH2 


1578 


2-fi-;nf^ 


H 


CI 


6-Me 


Me 


OH 


1579 


2-*xx;ux*;u 


H 


CI 


7-Me 


H 


Me 


1580 


2-^x=.;ux^=-;u 


H 


CI 


7-Me 


H 


NH2 


1581 


2-fx=.;ux?^u 


H 


CI 


7-Me 


H 


OH 


1582 


2-^x-;ixX^-JU 


H 


CI 


7-Me 


Me 


Me 


1583 


2-fi-;nf^ 


H 


CI 


7-Me 


Me 


NH2 


1584 




H 


CI 


7-Me 


Me 


OH 


1585 


2-^X-JUX^jU 


H 


NH2 


5-H 


H 


Me 


1586 


2-^x- jux^;u 


H 


NH2 


5-H 


H 


NH2 


1587 


2-^i_;n^;i/ 


H 


NH2 


5-H 


H 


OH 


1588 


2-fi^;nf;i/ 


H 


NH2 


5-H 


Me 


Me 


1589 


2-^I-JH^U 


u 
H 


NH2 


5— n 


Me 




1590 


2-f-I-JHf^ 


H 


NH2 


5-H 


Me 


OH 


1591 


2-fi^jnf;i/ 


H 


NH2 


6-H 


H 


Me 


1592 


2-fiziHf;i/ 


H 


NH2 


6-H 


H 


NH2 


1593 


2-^x=.jux^;u 


H 


NH2 


6-H 


H 


OH 


1594 


2-^injH^JU 


H 


NH2 


6-H 


Me 


Me 


1595 


2-^x-;ux^;u 


H 


NH2 


6-H 


Me 


NH2 


1596 


2-^x-;ux^;u 


H 


NH2 


6-H 


Me 


OH 


1597 




H 


NH2 


7-H 


H 


Me 


1598 


2-fi_;nfii, 


H 


NH2 


7-H 


H 


NH2 


1599 


2-fi_;nf;i/ 


H 


NH2 


7-H 


H 


OH 


1600 


2-^x-;ux^;b 


H 


NH2 


7-H 


Me 


Me 
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1601 




H 


NH2 


7-H 


Me 


NH2 


1 Uv/c 


2— *X — JLXrP 


H 


NH2 


7-H 


Me 


OH 

Ul 1 


1603 


JLX^- Jly 


H 


NH2 


5— C| 


H 


Me 


1604 


b y — y yi^ 


H 


NH2 


5— C| 


H 


NH2 
in ib 


1 60S 


9-*X ~~ JbX^ Jb 

b V^-*- — yiy-A. y yiy 


H 


NH2 

111 *£- 


5-CI 


H 

1 1 


OH 

\jt i 


1606 


O-i*. tt — JbX^ JL 
y ^— /i^^- y yi^ 


H 


NH2 

111 IC 


5-CI 


Me 


Me 


1607 


£ y — yiy-J- / yiy 


H 


NH2 

111 lb 


*J \M I 


Me 

it io 


NH2 
iii it. 


1 ROft 


9-* T — ILT* Jb 


H 

1 1 


NH2 


5-CI 


Me 


OH 




b y^ -i- — y iy «J- y^y i/ 


u 
ii 


NH2 
in i&. 


6-CI 


H 
■ i 


Me 

luw 


lu IU 


9_rt "T" — iLT^f Jb 
£ y «J- — yi/ y /I/ 


u 

n 


NH2 
■ii ib 


6-CI 


H 
1 1 


NH2 
in ib 


1 0 I 1 


Z ~ /I/ J-y /I/ 


u 

n 


NH9 


6-CI 


H 

n 


OH 


1 D 1 c. 




U 

n 


NH2 
in ib 


6-CI 

W W 1 


Me 


Me 


1 fi1 Q 


9—* TT — Ib T * Jb 


U 
n 


in ib 


6-CI 


Me 


NH2 
in ib 


1 R1 A 


9— =^TT ~ ILT* Jb 
£ ~ /iy -J- vy|y 


u 

n 


NH2 
in ib 


6-CI 

KJ W 1 


Me 

me? 


OH 

VI 1 


IDIO 


9—* T — JLT* Jb 


u 

n 


NH9 
ii rib 


7-CI 


u 

n 


Me 


1 O 1 o 


9—=f. -T- ~~ ILT* Jb 
/_ y^ — yiy J- y^yiy 


U 

n 


NH2 
in ib 


7-CI 


u 

1 1 


NH2 
iii ib 


1 fi1 "7 
1 O I / 


9— * T — lb T * Jb 


U 
n 


NH9 
hi ib 


7-CI 


H 

n 


OH 


I O I O 


9—* T — lb T ^ Jb 


u 

n 


NH2 
in ib 


7-CI 


Me 


Me 


1C1Q 


9— JIvT Jb 
b ^T-L.^— /l/-Ly /U 


u 

n 


NH2 
iir ib 


7-CI 


Me 


NH2 
in ib 


1 D£U 


9—=*. T — ILT* Jb 
£ y J- — /i/J- > /u 


H 
1 1 


NH2 
iii ib 


7-CI 

# w 1 


Me 


0H 


1 R91 
1 Oc 1 


9— «=F-TT " JLT^ Jb 
y^ — / iy J- y viz 


H 
f i 


NH2 
in ib 


5-NH2 

V/ 111 lb 


H 


Me 


1 A99 


9— *T JLT^f Jb 


H 


NH2 
in ib 


5-NH2 

*/ 111 lb 


H 


NH2 


1 69^ 
1 ObO 


9— «*T — ILT* Jb 


H 


NH2 


5-NH2 


H 


OH 


1 A9A 


9— *T "~ JLT* Jb 


H 


NH2 
in ib 


5-NH2 

W 111 lb 


Me 


Me 


1 69** 
1 ObU 


Z y^ ^— y iy y /v 


H 

1 1 


NH2 


5-NH2 


Me 


NH2 


1 696 

1 ObO 


9— -=f. T — iLT^f Jb 
b y -J—— yi^-A- y yi^ 


H 


NH2 


5-NH2 


Me 


OH 


1 697 


9— — JbX^- Jb 


H 


NH2 


6-NH2 


H 


Me 


1628 


2-fi-;i/Xf;i/ 


H 


NH2 


6-NH2 


H 


NH2 


1629 




H 


NH2 


6-NH2 


H 


OH 


1630 


2-^xxjux^;u 


H 


NH2 


6-NH2 


Me 


Me 


1631 


2-?iz;nfii/ 


H 


NH2 


6-NH2 


Me 


NH2 


1632 


2-^xxjbx^;u 


H 


NH2 


6-NH2 


Me 


OH 


1633 


2-^x- JUX^JU 


H 


NH2 


7-WH2 


H 


Me 


1634 


2-fi=:JHfJl/ 


H 


NH2 


7-NH2 


H 


NH2 


1635 


2-^x-;ux^;u 


H 


NH2 


7-NH2 


H 


OH 


1636 


2-^-x-;ux^;u 


H 


NH2 


7-NH2 


Me 


Me 


1637 




H 


NH2 


7-NH2 


Me 


NH2 


1638 


2-^x-;i/X^;u 


H 


NH2 


7-NH2 


Me 


OH 


1639 


2-^x-;ux^;u 


H 


NH2 


5-Me 


H 


Me 


1640 


2-^x-jux^;u 


H 


NH2 


5-Me 


H 


NH2 
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Jb£-%3No. R1 R2 R3 R3' R4 R5 



1641 


y nu. rv i 


H 


NH2 


5-Me 


H 


OH 


1642 


2-^xxjux^;u 


H 


NH2 


5-Me 


Me 


Me 


1643 


2-^x=.ji/X^;u 


H 


NH2 


5-Me 


Me 


NH2 


1644 


2-^x~;ux^;u 


H 


NH2 


5-Me 


Me 


OH 


1645 


2-^xx;ux5 L Ji/ 


H 


NH2 


6-Me 


H 


Me 


1646 


2-^ XX 


H 


NH2 


6-Me 


H 


NH2 


1647 


2-^x - jux^;u 


H 


NH2 


6-Me 


H 


OH 


1648 


2- : 3FXXJUX5 1 ;b 


H 


NH2 


6-Me 


Me 


Me 


1649 




H 


NH2 


6-Me 


Me 


NH2 


1650 


2-fxziHf;i/ 


H 


NH2 


6-Me 


Me 


OH 


1651 




H 


NH2 


7-Me 


H 


Me 


1652 




H 


NH2 


7-Me 


H 


NH2 


1653 


2-fxzjnf)i/ 


H 


NH2 


7-Me 


H 


OH 


1654 


2-f x-ji/Xf;i/ 


H 


NH2 


7-Me 


Me 


Me 


1655 


2-^=-XZLjfUX^ 1 ;U 


H 


NH2 


7-Me 


Me 


NH2 


1656 


^-^xxjux-^JU 


H 


NH2 


7-Me 


Me 


OH 


1657 


2-^XXJUX^JU 


H 


Mo 


5-H 


H 


Me 


1658 


2-^X-JUX^JI/ 


H 


Me 


5-H 


H 


NH2 


1659 


2-fxxji/Xf;i/ 


H 


Me 


5-H 


H 


OH 


1660 




H 


Me 


5-H 


Me 


Me 


1661 


2-^XXJUXtFJU 


H 


Me 


5-H 


Me 


NH2 


1662 


2-9 L x-;ux ; 5 1 ju 


H 


Me 


5-H 


Me 


OH 


1663 


2-tPxxjux^-;u 


H 


Me 


6-H 


H 


Me 


1664 


2-^x-;ux^-;u 


H 


Me 


6-H 


H 


NH2 


1665 


2-^-x-;ux^ju 


H 


Me 


6-H 


H 


OH 


1666 




H 


Me 


6-H 


Me 


Me 


1667 


2-5 1 x=.;uxtF-;u 


H 


Me 


6-H 


Me 


NH2 


1668 


2-^x~;ux^;u 


H 


Me 


6-H 


Me 


OH 


1669 


2-^x- jux^;u 


H 


Me 


7-H 


H 


Me 


1670 


2-^-x- jux^;u 


H 


Me 


7-H 


H 


NH2 


1671 


2-^x- jux^ju 


H 


Me 


7-H 


H 


OH 


1672 


2-^x~jux^;u 


H 


Me 


7-H 


Me 


Me 


1673 


2-*-xxjl,x*ju 


H 


Me 


7-H 


Me 


NH2 


1674 


2-fIZJHfJI/ 


H 


Me 


7-H 


Me 


OH 


1675 


2-^x- jux^-;u 


H 


Me 


5-CI 


H 


Me 


1676 


2-^x^;ux^ju 


H 


Me 


5-CI 


H 


NH2 


1677 




H 


Me 


5-CI 


H 


OH 


1678 


2-^XXJUX^JU 


H 


Me 


5-CI 


Me 


Me 


1679 


2-^x- ;ux^;u 


H 


Me 


5-CI 


Me 


NH2 


1680 


2-*xx;ux*ji, 


H 


Me 


5-CI 


Me 


OH 
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1681 


y /I/-*— y /ix 


H 


Me 


6-01 

VP Vf 1 


l\*f 
U 

n 


Ma 

me 


1682 


P-* T — JLX^JL 


H 


Ma 


U Vf 1 


H 
n 


MU9 


1 UUu 


^ y -J— — y / 1*' 


u 
1 3 


Me 


6-01 
— 2ZkJ 


M 
n 


un 


1684 


P-* T — JLT* JL, 


u 
■ 1 


Me 


VI V 1 


Mo 

ne 


Ma 

Me 


1685 


p_cr. -r — il. -r^- JL 


u 

n 


Ma 


O Vr 1 


Ma 

me 


MU9 


1686 


T — II Jl> 


H 

n 


Me 


6— OA 

VJ VI 1 


me 


nu 
un 


1687 
• vio / 


p_qp. t iLT rr. ji . 

£ y J— /!✓-*— y /ix 


U 

n 


Ma 




u 
n 


Ma 

Me 


1688 


P—-=C- T — i| v t ^ JL, 

t — JlSJLm~7^ /IS 


U 
11 


Ma 


1 


u 
n 


MU9 


1 68Q 


^ — yiyj-"7~/|y 


u 
n 


Ma 


7— PI 


u 
n 


un 


16Q0 


9— * T — ILT* JL, 


H 

n 


Ma 

mo 


is/ 1 


Ma 

Me 


Ma 

Me 


16Q1 


9—* T — II - T A JL 


u 

n 


Ma 

me 


7— ri 


Ma 

me 


MU9 


1 6QP 


P— * T — JL T * IL 


u 
n 


Ma 

me 


7— ni 


Ma 

Me 


nu 
un 


1 6Q1 


<- y — /u-*- y 


u 
n 


Ma 


R— WHP 


u 
n 


Ma 

Me 


1 6QA 

1 U57*T 


9_^t t* — IL T" * JL 


H 
n 


Ma 

me 


R— MMP 


u 
n 




1 fiQR 


9—* T — JL t x jl 


|| 
n 


Ua 
ne 


C_MUO 


u 
n 


nu 
un 


1 6Q6 

1 DUD 


9—* T — JL T JL 


H 
n 


Ma 

me 




Ma 

Me 


Ma 

Me 


1 6Q7 


9— *T — l|> T JL, 


H 
n 


Ma 

me 


R— WHP 


Ma 

Me 


MU9 


16Q8 


p— T" — II II, 


|| 
n 


Ma - 
me 


S-NHP 


Ma 

Me 


nu 
un 


1 6QQ 


0—=¥- T JL ~F 11 . 


H 
n 


Ma 
me 


Q^inr- 


U 

n 


Ma 

Me 


1700 

1 /VlVl 


9_«=*. -r- — II. "T" * II. 


n 


Ma 

me 


0 line 


u 
n 


MMP 


1 701 

1 /U 1 


9—* T JL T * JL 


|| 
n 


Ma 

me 


6— NHP 


u 
n 


OM 
un 


170P 


9—* T JL t ■=£■ JL 


H 
n 


Ma 

me 


A— MMP 


Ma 

me 


Ma 

me 


1 70^ 




n 


Ma 

me 




Ma 

me 


MH9 
Nile. 


1 70A 


9_& t* — II . T" <* JL 


u 
n 


Ma 

me 


ft— MMP 


Ma 

me 


nu 

un 


1 70R 


0_z£. -1 |l v T II. 

«- y^ -L. — ./ly-JL. y/ W 


u 

n 


Ma 

me 


7-MH9 


u 
n 


Ma 

me 


1 706 


/. y^ -J— — i\/ ^Xm j ;i/ 


H 

n 


Ma 

me 


/ lint 


n 


MUp 


1707 
1 /u / 


£ y^ jl. — / 1/ -i- j /is 


|| 
1 1 


Ma 

me 


/ Wit 


H 

n 


OH 

vin 


1708 




H 


Me 


7-NH2 


Me 


Me 


1709 


2-^xnji,x*;i, 


H 


Me 


7-NH2 


Me 


NH2 


1710 


2-^x-;i/X^-;u 


H 


Me 


7-NH2 


Me 


OH 


1711 




H 


Me 


5-Me 


H 


Me 


1712 


2-fi^j|/Xf;i, 


H 


Me 


5-Me 


H 


NH2 


1713 




H 


Me 


5-Me 


H 


OH 


1714 




H 


Me 


5-Me 


Me 


Me 


1715 




H 


Me 


5-Me 


Me 


NH2 


1716 


2-^x^;ux^;u 


H 


Me 


5-Me 


Me 


OH 


1717 


2-^x— ;ux^;u 


H 


Me 


6-Me 


H 


Me 


1718 


2-^x=.;ux^;u 


H 


Me 


6-Me 


H 


NH2 


1719 




H 


Me 


6-Me 


H 


OH 


1720 


2-fx-;nf;i- 


H 


Me 


6-Me 


Me 


Me 
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K2 


R3 


DO' 

R3 


R4 


DC 

R5 


1721 




jux^ju 


H 


Me 


6-Me 


Me 


NH2 


1722 


2-^X — 


>ux^;u 


H 


Me 


6-Me 


Me 


OH 


1723 




■ 1 -T* If 

juxfvu 


H 


Me 


7-Me 


H 


Me 


1724 




/l/X^FJU 


H 


Me 


7-Me 


H 


NH2 


1725 


2-tFXX, 


/ux^u 


H 


Me 


7-Me 


H 


OH 


1726 


2-^X-, 


>ux^p;i/ 


H 


Me 


7-Me 


Me 


Me 


1727 


2-^XX, 


iux^/i. 


H 


Me 


7-Me 


Me 


NH2 


1728 




Jl/XrFJU 


H 


Me 


7-Me 


Me 


OH 


1729 


2-^ XX, 


H/X^JU 


H 


H 


5-CI 


H 


Me 


1730 




/ux^ju 


H 


H 


5-CI 


H 


NH2 


1731 


2-fH, 


jux^fjI/ 


H 


H 


5-CI 


H 


OH 


1732 


2-fI-, 


JUx-g^U 


H 


H 


5-CI 


Me 


Me 


1733 


2-^ XX, 


jux^ju 


H 


H 


5-CI 


Me 


NH2 


1734 


2-^XX, 


lUX^FJU 


H 


H 


5-CI 


Me 


OH 


1735 






H 


H 


6-CI 


H 


Me 


1736 


2-fI-. 




H 


H 


6-CI 


H 


NH2 


1737 


2-^XX, 




H 


H 


6-CI 


H 


OH 


1738 




;ux^;u 


H 


H 


6-CI 


Me 


Me 


1739 


2-^-XX, 


lux^ib 


H 


H 


6-CI 


Me 


NH2 


1740 




jux^;u 


H 


H 


6-CI 


Me 


OH 


1741 


2-fI-, 




H 


H 


7— CI 


H 


Me 


1742 


2-^ XX, 




H 


H 


7-CI 


H 


NH2 


1743 


2-fI-. 


/ux^ju 


H 


H 


7— CI 


H 


OH 


1744 


2-fI-, 


jux^ju 


i ■ 

H 


H 


7-CI 


Me 


Me 


1745 


2-^f XX, 


>ux?^u 


i ■ 
H 


H 


7-CI 


Me 


NH2 


i T iff 

1 746 


2-^X — 


JUX^-iU 


H 


rl 


1 r\ i 


Me 


All 

On 


•i Tin 
1 747 


2-^-X — 


ll T" ll 


u 
n 


H 


C MLIO 

O— NHZ 


• u 
H 


Me 


1748 


2-^-X — 


ii t ti 


ti 

n 


u 


O— find 


Ll 

n 


MUO 




9—4- T — 
* 7"X— . , 




u 

■ n 


H 

n 


\i writ 


n 


OH 


1750 


2-^X-. 


/ux^;u 


H 


H 


5-NH2 


Me 


Me 


1751 




;ux^;i/ 


H 


H 


5-NH2 


Me 


NH2 


1752 






H 


H 


5-WH2 


Me 


OH 


1753 




/ux^ju 


H 


H 


6-NH2 


H 


Me 


1754 


2-^X- 


/ux5=-;u 


H 


H 


6-NH2 


H 


NH2 


1755 


2-fX-, 


/ux^u 


H 


H 


6-NH2 


H 


OH 


1756 


2-fI-, 


;ux^ju 


H 


H 


6-NH2 


Me 


Me 


1757 


2-^X-, 


;ux^;u 


H 


H 


6-NH2 


Me 


NH2 


1758 


2-^X- 




H 


H 


6-NH2 


Me 


OH 


1759 




;ux*;u 


H 


H 


7-NH2 


H 


Me 


1760 


2-^X- 


/ux^u 


H 


H 


7-NH2 


H 


NH2 
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1L» t=9 Tv 

1761 


a nu. rv i 

2-^x — jux^yu 


u 
n 


u 
n 


T LI LI ft 


tl 

H 


AM 

OH 


1762 




II 

n 


u 
n 


7"~NH2 


ii* 
Me 


u* 
Me 


1763 




•J 

n 


u 
n 


7-NH2 


ii* 
Me 


niift 
NH2 


1764 


ft — || «^ |l 


M 


n 


T; LIUO 


u* 

Me 


ft ii 
On 


1765 




u 
n 


H 


5—Me 


u 
n 


Me 


1766 


ft ^— Il KB ~ ^ || 


• I 
n 


u 
M 


0"Me 


il 

H 


NH2 


1767 


ft «V* — II "T* il 


• I 
n 


|J 

n 


5— Me 


u 
H 


ftii 
OH 


1768 




u 
H 


H 


C 11* 

5-Me 


ti _ 
Me 


il 
Me 


1769 


2— t^X — JUXrrvU 


H 


u 

n 


5-Me 


Me 


in in 

NH2 


1770 




Li 
H 


ti 
H 


C 11. 

5-Me 


tt 

Me 


fti ■ 
OH 


1771 


ft ag ■ ■ ■ mm n if 

2-^X — JUX^JU 


u 
H 


H 


o— Me 


i ■ 
H 


ii— 
Me 


A T t ft 

1772 


ft — v fi i| 

2-^X_JUX^ 1 JU 


■j 
n 


Li 
H 


o-Me 


u 

H 


1ILJO 

NH2 


■4 ft 

1773 


ft gg -T- ^— || — T— II 

2— T*X — jUX^JU 


H 


H 


^ ii _ 

6— Me 


II 

H 


ftii 
OH 


1774 


2-^x — ;nr/l/ 


H 


u 
H 


o— Me 


u* 
Me 


u* 
Me 


1775 




•j 
n 


u 
n 


o— Me 


u* 

Me 


NH2 


-4 Tiff 

1776 


2-^-x_;ux^;i/ 


■ I 

H 


u 

n 


ii* 
O-Me 


u* 
Me 


AM 

OH 


A ~m 

Mil 


ft -W— ^— f| —m~ "»^*_ || 

2-^-x_;ux j fju 


u 
H 


II 

H 


/—Me 


u 

H 


U* 

Me 


1778 




1 1 
H 


■j 
n 


t ii* 
7-Me 


H 


NH2 


1779 




il 
H 


H 


T 11 

7-Me 


u 

H 


ft ii 
OH 


1780 


2-^-X — jUr/b 


■j 
n 


u 

n 


-» || _ 

7— Me 


ii* 
Me 


u* 

Me 


1781 


ft M a| — w »^ 1 1 


H 


■ I 

H 


"7 U* 

7—Me 


u* 
Me 


NH2 


1782 


ft — r* — v — il — ^* || 

2— ^x — ;ixrJu 


H 


■J 

H 


"i ii _ 
7-Me 


Me 


AM 

OH 


1783 




OMe 


ft i 


C tl 

O— H 


Lf 

H 


u* 
Me 


1784 


2— T"X — JUX-^vU 


All* 

OMe 


ft ■ 
01 


C LI 


H 




1785 


ft »T" || T* Sg || 

2-^X — yUX^-yu 


OMe 


O 1 

u 1 


On 


u 
n 


un 


■1 TO C 

1786 




UMe 


p t 


On 


M6 


me 


-t "TOT 

1787 


ft -y- — if T- 1* || 


AII A 

UMe 


01 


On 


lift 

Me 


WHO 


1 /oo 


^ / J\S ~*— J J%* 


OMe 

umc 


CI 

\J 1 


5-H 

O 1 1 


Me 


OH 


1789 




OMe 


CI 


6-H 


H 


Me 


1790 




OMe 


CI 


6-H 


H 


NH2 


1791 




OMe 


CI 


6-H 


H 


OH 


1792 


jux^;u 


OMe 


CI 


6-H 


Me 


Me 


1793 


2-^-x=jux^ju 


OMe 


CI 


6-H 


Me 


NH2 


1794 


2-^X-JUX^jU 


OMe 


CI 


6-H 


Me 


OH 


1795 




OMe 


CI 


7-H 


H 


Me 


1796 




OMe 


CI 


7-H 


H 


NH2 


1797 


2-fiz;n^;i/ 


OMe 


CI 


7-H 


H 


OH 


1798 




OMe 


CI 


7-H 


Me 


Me 


1799 


2-5=-x=.jux-5 1 ;u 


OMe 


CI 


7-H 


Me 


NH2 


1800 


2-^x-jn^;i/ 


OMe 


CI 


7-H 


Me 


OH 
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1801 


3 I1U. I\ 1 

2-^x~ jux5=-;u 


OMe 


CI 


5-CI 


H 


Me 


1802 


2-^x=.;ux^;u 


OMe 


CI 


5-CI 


H 


NH2 


1803 


2-^-X^.JUX^jU 


OMe 


CI 


5-CI 


H 


OH 


1804 


2-f ir;nf;i/ 


OMe 


CI 


5-CI 


Me 


Me 


1805 




OMe 


CI 


5-CI 


Me 


NH2 


1806 


2-^X - JUX^^b 


OMe 


CI 


5-CI 


Me 


OH 


1807 




OMe 


CI 


6-CI 


H 


Me 


1808 


2-^xxjux^;i/ 


OMe 


CI 


6-CI 


H 


NH2 


1809 




OMe 


CI 


6-CI 


H 


OH 


1810 


2-^-xnjux^;w 


OMe 


CI 


6-CI 


Me 


Me 


1811 




OMe 


CI 


6-CI 


Me 


NH2 


1812 


2^XXJUX^;U 


OMe 


CI 


6-CI 


Me 


OH 


1813 




OMe 


CI 


7-CI 


H 


Me 


1814 




OMe 


CI 


7-CI 


H 


NH2 


1815 


2-^xxjux^-;u 


OMe 


CI 


7-CI 


H 


OH 


1816 




OMe 


CI 


7-CI 


Me 


Me 


1817 




OMe 


CI 


7-CI 


Me 


NH2 


1818 




OMe 


CI 


7-CI 


Me 


OH 


1819 




OMe 


CI 


5-NH2 


H 


Me 


1820 




OMe 


CI 


5-NH2 


H 


NH2 


1821 




OMe 


CI 


5-NH2 


H 


OH 


1822 


2-^-XX/UX^Jl/ 


OMe 


CI 


5-NH2 


Me 


Me 


1823 


2-fir.jHfjb 


OMe 


CI 


5-NH2 


Me 


NH2 


1824 


2-^x- jux^;u 


OMe 


CI 


5-NH2 


Me 


OH 


1825 


2-fIZiHfil/ 


OMe 


CI 


6-NH2 


H 


Me 


1826 


2-^x~;ux^ju 


OMe 


CI 


6-NH2 


H 


NH2 


1827 


2-fI-JH^I/ 


OMe 


CI 


6-NH2 


H 


OH 


1828 


2-^XXJUX^-JU 


OMe 


CI 


6-KH2 


Me 


Me 


1829 


2-fiz;nfji/ 


OMe 


CI 


6-NH2 


Me 


NH2 


1830 


2-fi_jnf;i/ 


OMe 


CI 


6-NH2 


Me 


OH 


1831 


2-^x-;ux^ju 


OMe 


CI 


7-NH2 


H 


Me 


1832 




OMe 


CI 


7-NH2 


H 


NH2 


1833 


2-fi-;nf;b 


OMe 


CI 


7-NH2 


H 


OH 


1834 


2-^x-jux^;u 


OMe 


CI 


7-NH2 


Me 


Me 


1835 


2-^irjH^JU 


OMe 


CI 


7-NH2 


Me 


NH2 


1836 


2-^x- jux^;u 


OMe 


CI 


7-NH2 


Me 


OH 


1837 


2-^xzjn^;i 


OMe 


CI 


5-Me 


H 


Me 


1838 


2-^x-jux^;u 


OMe 


CI 


5-Me 


H 


NH2 


1839 


2-^x- jux^;u 


OMe 


CI 


5-Me 


H 


OH 


1840 


2-fiz;nf^ 


OMe 


CI 


5-Me 


Me 


Me 
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R2 


R3 


R3' 


R4 


R5 


1841 




OMe 


CI 


5-Me 


Me 


NH2 


1842 




OMe 


CI 


5-Me 


Me 


OH 


1843 




OMe 


CI 


6-Me 


H 


Me 


1844 


2-^X-^UX^JU 


OMe 


CI 


6-Me 


H 


NH2 


1845 




OMe 


CI 


6-Me 


H 


OH 


1846 


2-5 1 x-jux5 ; ;u 


OMe 


CI 


6-Me 


Me 


Me 


1847 


2-^-x=jux*ju 


OMe 


CI 


6-Me 


Me 


NH2 


1848 


2-^x~;ux^;u 


OMe 


CI 


6-Me 


Me 


OH 


1849 


2-^x-;ux^;u 


OMe 


CI 


7-Me 


H 


Me 


1850 


2-^x-jux^;u 


OMe 


CI 


7-Me 


H 


NH2 


1851 




OMe 


CI 


7-Me 


H 


OH 


1852 




OMe 


CI 


7-Me 


Me 


Me 


1853 




OMe 


CI 


7-Me 


Me 


NH2 


1854 




OMe 


CI 


7-Me 


Me 


OH 


1855 


2-^x-jux^;u 


OMe 


NH2 


5-H 


H 


Me 


1856 




OMe 


NH2 


5-H 


H 


NH2 


1857 




OMe 


NH2 


5-H 


H 


OH 


1858 


2-fir;n^;u 


OMe 


NH2 


5-H 


Me 


Me 


1859 


2-^i-;n?;i/ 


OMe 


NH2 


5-H 


Me 


NH2 


1860 


2-^XXJUX^JU 


OMe 


NH2 


5-H 


Me 


OH 


1861 


2-^i~;n^i 


OMe 


NH2 


6-H 


H 


Me 


1862 


2-^x~;ux^;u 


OMe 


NH2 


6-H 


H 


NH2 


1863 


2-fin;nf;i/ 


OMe 


NH2 


6-H 


H 


OH 


1864 


2-fIZJHfJI/ 


OMe 


NH2 


6-H 


Me 


Me 


1865 


2-tFX-JH^JI/ 


OMe 


NH2 


6-H 


Me 


NH2 


1866 


2-^x~;ux^jU 


OMe 


NH2 


6-H 


Me 


OH 


1867 


2-^-x-JUX^JU 


OMe 


NH2 


7-H 


H 


Me 


1868 


2-fxz;nf;i, 


OMe 


NH2 


7-H 


H 


NH2 


1869 


2-*XXJUX^JU 


OMe 


NH2 


7-H 


H 


OH 


1870 


2-fi-jnf;i/ 


OMe 


NH2 


7-H 


Me 


Me 


1871 




OMe 


NH2 


7-H 


Me 


NH2 


1872 


2-^I-JH^JU 


OMe 


NH2 


7-H 


Me 


OH 


1873 


2-^x~;ixX^;u 


OMe 


NH2 


5-CI 


H 


Me 


1874 


2-firjnf;i/ 


OMe 


NH2 


5-CI 


H 


NH2 


1875 


2-^x-;ux^;u 


OMe 


NH2 


5-CI 


H 


OH 


1876 


2-^x-;ux^;u 


OMe 


NH2 


5-CI 


Me 


Me 


1877 


2-^x~juxt;u 


OMe 


NH2 


5-CI 


Me 


NH2 


1878 


2-^x.=jux^;i, 


OMe 


NH2 


5-CI 


Me 


OH 


1879 


2-fXZJHfjl, 


OMe 


NH2 


6-CI 


H 


Me 


1880 


2-^x-;ux^;u 


OMe 


NH2 


6-CI 


H 


NH2 



WO 01/40226 



PCT/JP00/08447 



$48 



it-SMl No. R1 R2 R3 R3' R4 R5 



lug tv. 

1881 


J I1U. I\ 1 

2-^X— JUX^-JU 


OMe 


NH2 


6-CI 


H 


OH 


1882 




OMe 


NH2 


6-CI 


Me 


Me 


1883 


2-^x-;uxtF;u 


OMe 


NH2 


6-CI 


Me 


NH2 


1884 


2-^xnjL-X^JU 


OMe 


NH2 


6-CI 


Me 


OH 


1885 


2-5=-X=.Jl/X^JU 


OMe 


NH2 


7-CI 


H 


Me 


1886 




OMe 


NH2 


7-CI 


H 


NH2 


1887 




OMe 


NH2 


7-CI 


H 


OH 


1888 




OMe 


NH2 


7-CI 


Me 


Me 


1889 


2~=FX:=JlxX^-;U 


OMe 


NH2 


7-CI 


Me 


NH2 


1890 




OMe 


NH2 


7-CI 


Me 


OH 


1891 


2-^I-JHf-^ 


OMe 


NH2 


5-NH2 


H 


Me 


1892 


2-^x-;ux^;u 


OMe 


NH2 


5-NH2 


H 


NH2 


1893 


2-fiz;nf;i, 


OMe 


NH2 


5-NH2 


H 


OH 


1894 




OMe 


NH2 


5-NH2 


Me 


Me 


1895 


2-^-x^.jixX5 L ;u 


OMe 


NH2 


5-NH2 


Me 


NH2 


1896 




OMe 


NH2 


5-NH2 


Me 


OH 


1897 


2-^x-jnf;!/ 


OMe 


NH2 


6-NH2 


H 


Me 


1898 




OMe 


NH2 


6-NH2 


H 


NH2 


1899 


2-^X— JbX^Jl/ 


OMe 


NH2 


6-NH2 


H 


OH 


1900 


2-f j-iHf;i/ 


OMe 


NH2 


6-NH2 


Me 


Me 


1901 


2-f iz;n^;i/ 


OMe 


NH2 


6-NH2 


Me 


NH2 


1902 


2-^l-JH^Jl/ 


OMe 


NH2 


6-NH2 


Me 


OH 


1903 


2-^x-;ux^;i/ 


OMe 


NH2 


7-NH2 


H 


Me 


1904 


2-^x-jux^u 


OMe 


NH2 


7-NH2 


H 


NH2 


1905 




OMe 


NH2 


7-NH2 


H 


OH ._ _ 


1906 




OMe 


NH2 


7-NH2 


Me 


Me 


1907 




OMe 


NH2 


7-NH2 


Me 


NH2 


1908 


2-^x^jux^;u 


OMe 


NH2 


7-NH2 


Me 


OH 


1909 




OMe 


NH2 


5-Me 


H 


Me 


1910 


2-^I^JHfJU 


OMe 


NH2 


5-Me 


H 


NH2 


1911 


2-^x=.ji/X^;u 


OMe 


NH2 


5-Me 


H 


OH 


1912 


2-^I-JbX^Jl/ 


OMe 


NH2 


5-Me 


Me 


Me 


1913 


2-fi-jux^;i/ 


OMe 


NH2 


5-Me 


Me 


NH2 


1914 


2-^x-/i.x^;u 


OMe 


NH2 


5—t/le 


Me 


OH 


1915 


2-^X^JbX^JU 


OMe 


NH2 


6-Me 


H 


Me 


1916 


2-^-X— JbX^JU 


OMe 


NH2 


6-Me 


H 


NH2 


1917 




OMe 


NH2 


6-Me 


H 


OH 


1918 


2-^x-;ux^;u 


OMe 


NH2 


6-Me 


Me 


Me 


1919 


2-^X=JI,X^JU 


OMe 


NH2 


6-Me 


Me 


NH2 


1920 


2-fix;nfj|, 


OMe 


NH2 


6-Me 


Me 


OH 
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$49 





3 No. R1 


R2 


R3 


R3' 


R4 


R5 


1921 


2-^x-;ux^;u 


OMe 


NH2 


7-Me 


H 


Me 


1922 


2-MXJl,X^U 


OMe 


NH2 


7-Me 


H 


NH2 


1923 




OMe 


NH2 


7-Me 


H 


OH 


1924 


2-^-x-;i/X^;u 


OMe 


NH2 


7-Me 


Me 


Me 


1925 




OMe 


NH2 


7-Me 


Me 


NH2 


1926 


2-^=-x-;i/X^;u 


OMe 


NH2 


7-Me 


Me 


OH 


1927 


2-^x-;ux^;u 


OMe 


Me 


5-H 


H 


Me 


1928 




OMe 


Me 


5-H 


H 


NH2 


1929 




OMe 


Me 


5-H 


H 


OH 


1930 


2-^x~jux^;u 


OMe 


Me 


5-H 


Me 


Me 


1931 


2-^-x-;ux^;u 


OMe 


Me 


5-H 


Me 


NH2 


1932 


2-^x-jux^;u 


OMe 


Me 


5-H 


Me 


OH 


1933 


2-^x~ jux^;u 


OMe 


Me 


6-H 


H 


Me 


1934 




OMe 


Me 


6-H 


H 


NH2 


1935 


2-^x~n,x^;u 


OMe 


Me 


6-H 


H 


OH 


1936 




OMe 


Me 


6-H 


Mo 


Me 


1937 


2-^X~JUX^U 


OMe 


Me 


6-H 


Me 


NH2 


1938 


2-^x~ jux^;u 


OMe 


Me 


6-H 


Me 


OH 


1939 


2-^x-;ux^ju 


OMe 


Me 


7-H 


H 


Me 


1940 


2-^x~jux^;u 


OMe 


Me 


7-H 


H 


NH2 


1941 




OMe 


Me 


7-H 


H 


OH 


1942 




OMe 


Me 


7-H 


Me 


Me 


1943 


2-^x-;bx^;u 


OMe 


Me 


7-H 


Me 


NH2 


1944 


2-^x-jux^;u 


OMe 


Me 


7-H 


Me 


OH 


1945 


2-^x^;ux^;u 


OMe 


Me 


5-CI 


H 


Me 


1946 


2-^xxji/X^;u 


OMe 


Me 


5-CI 


H 


NH2 


1947 


2-^x- jux^;u 


OMe 


Me 


5-CI 


H 


OH 


1948 




OMe 


Me 


5-CI 


Me 


Me 


1949 


2-^xzl;ux^;u 


OMe 


Me 


5-CI 


Me 


NH2 


1950 




OMe 


Me 


5-CI 


Me 


OH 


1951 


2-^irjn^ju 


OMe 


Me 


6-CI 


H 


Me 


1952 


2-^x-;ux^;u 


OMe 


Me 


6-CI 


H 


NH2 


1953 


2-fi-^if;i, 


OMe 


Me 


6-CI 


H 


OH 


1954 


2-^x=.;i/X^;u 


OMe 


Me 


6-CI 


Me 


Me 


1955 


2-?i-;n^;u 


OMe 


Me 


6-CI 


Me 


NH2 


1956 


2-^x~;ux^;u 


OMe 


Me 


6-CI 


Me 


OH 


1957 


2-fiz;nfji/ 


OMe 


Me 


7-CI 


H 


Me 


1958 


2-^x-;ux^ju 


OMe 


Me 


7-CI 


H 


NH2 


1959 


2-^xx;ux^;u 


OMe 


Me 


7-CI 


H 


OH 


1960 


2-fxz;nfji, 


OMe 


Me 


7-CI 


Me 


Me 
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iso 

-(b^No. R1 R2 R3 R3' R4 R5 



1961 


J 111/* t\ I 

2-^ l xxjux j 3 c ju 


OMe 


Me 


7-CI 


Me 


NH2 


1962 




OMe 


Me 


7-CI 


Me 


OH 


1963 


2-^ L XXylyX^JL' 


OMe 


Me 


5-NH2 


H 


Me 


1964 


2-tF X X JL X * /U 


OMe 


Me 


5-NH2 


H 


NH2 


1965 


2-^ L XXJl/X^-/U 


OMe 


Me 


5-NH2 


H 


OH 


1966 




OMe 


Me 


5-NH2 


Me 


Me 


1967 


y J *r ■ • y # *^ 


OMe 


Me 


5-NH2 


Me 


NH2 


1968 


2-^ X X J LX Jl/ 


OMe 


Me 


5-NH2 


Me 


OH 


1969 


'2-rF X X JUX * JU 

£. y ■■■■ X fc^ 1 y r 


OMe 


Me 


6-NH2 


H 


Me 


1970 


£m J — ^ —— / *S J— y yiy 


OMe 


Me 


6-NH2 


H 


NH2 


1Q71 




OMe 


Me 


6-NH2 


H 


OH 


1Q7? 


y J- — y y / iy 


OMp 
vine 




6-NH2 

\J 111 14^ 


Mr 


Me 

we? 


197^ 


9— * T — JLT* JL 
y '/l/ J- v /fc^ 


vim c 


Me 

111*? 


6-WH2 

\J 111 n£- 


Me 


NH2 

111 !£. 


1974 


2-^X ~ JLT JLf 


OMe 


Me 


6-NH2 

V 111 \£m 


Me 


OH 


1975 


y -i- <— y yix 


OMe 


Me 


7-NH2 

# III *C- 


H 


Me 


1976 


2— =5=- X X JLX ^ JU 

*- y — y y»^ 


OMe 


Me 


7-NH2 


H 


NH2 


1977 




OMe 


Me 


7-NH2 


H 


OH 


1978 


2-^f 1 XXJlyX^ L Jly 


OMe 


Me 


7-NH2 


Me 


Me 


1979 


2-^ X X Jly X * J.L 


OMe 


Me 


7-NH2 


Me 


NH2 


1980 


O-^fTZil/X^ Jly 


OMe 


Me 


7-NH2 


Me 


OH 


1981 


2— X X J iy X * J U 


OMe 


Me 


5-Me 


H 


Me 


1982 


2-^ X-JI/Xf- JU 


OMe 


Me 


5-Me 


H 


NH2 


1983 


2-^XXylyX^ 1 Jly 


OMe 


Me 


5-Me 


H 


OH 


1984 


2-^-XXJUX^VU 


OMe 


Me 


5-Me 


Me 


Me 


1985 


2-^ XXJLX^iU 


OMe 


Me 


5-Me 


Me 


NH2 


1986 




OMe 


Me 


5-Me 


Me 


OH 


1987 


IZJUXf yU 


OMe 


Me 


6-Me 


H 


Me 


1988 




OMe 


Me 


6-Me 


H 


NH2 


1989 




OMe 


Me 


6-Me 


H 


OH 


1990 


2-^x~;ux^ju 


OMe 


Me 


6-Me 


Me 


Me 


1991 


2-^x- jux^ju 


OMe 


Me 


6-Me 


Me 


NH2 


1992 


2-^fx^;ux^;u 


OMe 


Me 


6-Me 


Me 


OH 


1993 




OMe 


Me 


7-Me 


H 


Me 


1994 


2-^x- jux^;u 


OMe 


Me 


7-Me 


H 


NH2 


1995 


2-^x-;ux^;u 


OMe 


Me 


7-Me 


H 


OH 


1996 




OMe 


Me 


7-Me 


Me 


Me 


1997 




OMe 


Me 


7-Me 


Me 


NH2 


1998 


2-5 L xx;UX^JU 


OMe 


Me 


7-Me 


Me 


OH 


1999 


2-^x -jux^ju 


OMe 


H 


5-CI 


H 


Me 


2000 




OMe 


H 


5-CI 


H 


NH2 
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it&Wl No. 


R1 


R2 


R3 


R3' 


R4 


R5 


2001 




OMe 


H 


5-CI 


H 


OH 


2002 


2-^x-;ux^ju 


OMe 


H 


5-CI 


Me 


Me 


2003 




OMe 


H 


5-CI 


Me 


NH2 


2004 


2-^XXJUX^U 


OMe 


H 


5-CI 


Me 


OH 


2005 




OMe 


H 


6-CI 


H 


Me 


2006 


2-^x-;ux^;u 


OMe 


H 


6-CI 


H 


NH2 


2007 




OMe 


H 


6-CI 


H 


OH 


2008 


;ux^;u 


OMe 


H 


6-CI 


Me 


Me 


2009 


2-fizjuf;i/ 


OMe 


H 


6-CI 


Me 


NH2 


2010 


2-^xxjux^;u 


OMe 


H 


6-CI 


Me 


OH 


2011 


2-fiz;nf;i, 


OMe 


H 


7-CI 


H 


Me 


2012 


2-^xxjux^;u 


OMe 


H 


7-CI 


H 


NH2 


2013 


2-^x-jux^;u 


OMe 


H 


7-CI 


H 


OH 


2014 


2-fi^nf;i/ 


OMe 


H 


7-CI 


Me 


Me 


2015 


2-firiHf;[, 


OMe 


H 


7-CI 


Me 


NH2 


2016 


2-3 l xxjux^;u 


OMe 


H 


7-CI 


Me 


OH 


2017 




OMe 


H 


5-NH2 


H 


Me 


2018 




OMe 


H 


5-NH2 


H 


NH2 


2019 


2-?ir;u?;t 


OMe 


H 


5-NH2 


H 


OH 


2020 




OMe 


H 


5-NH2 


Me 


Me 


2021 


2-g=-xnjux^;u 


OMe 


H 


5-NH2 


Me 


NH2 


2022 




OMe 


H 


5-NH2 


Me 


OH 


2023 




OMe 


H 


6-NH2 


H 


Me 


2024 


2-firjHfjl; 


OMe 


H 


6-NH2 


H 


NH2 


2025 


2-^XXJUX^JU 


OMe 


H 


6-NH2 


H 


OH 


2026 


2-firjnf;i/ 


OMe 


H 


6-NH2 


Me 


Me 


2027 


2-^-x— ;nfj|/ 


OMe 


H 


6-NH2 


Me 


NH2 


2028 


2-^x-jux^;u 


OMe 


H 


6-NH2 


Me 


OH 


2029 




OMe 


H 


7-NH2 


H 


Me 


2030 




OMe 


H 


7-NH2 


H 


NH2 


2031 




OMe 


H 


7-NH2 


H 


OH 


2032 


2-fiz;nf;i/ 


OMe 


H 


7-HH2 


Me 


Me 


2033 


2-^x-jux^;u 


OMe 


H 


7-NH2 


Me 


NH2 


2034 


2-fiz;nfji/ 


OMe 


H 


7-NH2 


Me 


OH 


2035 


2-^xx;ux^;u 


OMe 


H 


5-Me 


H 


Me 


2036 


2-^x-jux^ju 


OMe 


H 


5-Me 


H 


NH2 


2037 


2-firjHf;i/ 


OMe 


H 


5-Me 


H 


OH 


2038 


2-fxzjnf;i, 


OMe 


H 


5-Me 


Me 


Me 


2039 


2-^ixjnf;i/ 


OMe 


H 


5-Me 


Me 


NH2 


2040 


2-^x-;ux^;u 


OMe 


H 


5-Me 


Me 


OH 
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ms 2 





V LI — f%4 

3 No. R1 


R2 


R3 


' not 

R3 


R4 


R5 






UMe 


H 


C II — 

• 6— Me 


u 

n 


Me 


2042 




OMe 


H 


6-Me 


H 


NH2 


2043 


2-^x- jux^;u 


OMe 


H 


6-Me 


H 


OH 


2044 


2-^x- jux^;u 


OMe 


H 


6-Me 


Me 


Me 


2045 




OMe 


H 


6-Me 


Me 


NH2 


2046 




OMe 


H 


6-Me 


Me 


OH 


2047 


2-*xxjux*;u 


OMe 


H 


7-Me 


H 


Me 


2048 


2-^x- jbx^;u 


OMe 


H 


7-Me 


H 


NH2 


2049 




OMe 


H 


7-Me 


H 


OH 


2050 




OMe 


H 


7-Me 


Me 


Me 


2051 


2-^x-jux^;u 


OMe 


H 


7-Me 


Me 


NH2 


2052 


2-^x~jux^;u 


OMe 


H 


7-Me 


Me 


OH 
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y7th7iy«f|: (IVb) £fcliO -75/ *>l/x mj;u (IVc) kffi 
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-a&3£ (i) -c«**i*-rv*y *j >mmm^mm^<07am^tzit^mizm 
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6 1. 

gS&fig^St Lttt, T/l^/W -7— PickS, Parkinson^ 
Hiintingto n SKI, ift*Tt£&-ttetfMS. S h y-D rag e r#<gf** 
5 Ramsey-Hunt &m$* ^&14*HKg&&50^b£fc y „ 

iitLtli, ?!WmMETft. -n?MMttttffTfi« b u s h ing«, A 
d d i s o njpf, SIS-rS(£jftlll^A<fcy. Sfc«tfttIlil»#fc.L-CI** We 
r n i c k elSi, '^^BMk tf*S>B1 : 2-X2LlL- WF*±&W*±&£' 

15 

m&wmw<D?m -%i&ut Lxit* tztz.it ATP s ->>^pac, 

* P "7 x K -f^f*/^ ^P^>h7^UX r-7 5/R8, r- 
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6 2 

*ui?;yt- tf^(D^fli2Bfta*&§isi. *pp*7s>k\ x^^ij>hi % ?p 

5 -5„ 

cop a r k i n s o nmfem&n&\tm&<nmm&Km&.mmwifi$>i-f k>*ih 0 

10 KfieX n7i^5X -fS^SX 7;U^-^r-tr^>. ? frft*-* 

if S>*L«So 

Pa^f*/^ ^UK-VPX ****\T>* fW$y>§fl)Hl3/Uf 
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63 

OT4.ft*tijrt#ftf±l.B0. O0O1mg~rog. »*L<liO. OOlmg 

(4aR, 12aR) -2-/f;i,-4a- (3-t KP*'>?xn;u) -1 , 
10 2, 3, 4, 4 a, 5, 12, 1 2 a-t^^t KP-4/"J> [2, 3-g] 

*<b^(*SISg^^9 9 0 2 1 5 7#IC|H®**fCU^^ICT^JigLt=„ 
# #flJ2 

2-^f;i/-4aa- (3-^ h+i'^iZ^) -1 1 2, 3, 

15 4, 4 a, 5, 12, 1 2 a 0 * t KP -*>"J J [2, 3-g]-fv4 

/'J> 2. 

2-^^;i/-4aa- (3-^ K^>7i-yi/) -6-t+V-K 2, 3, 
4, 4a, 5, 6, 7, 8, 8 a fi * t h*P-< V4r-"J > 1 5 O m g (O. 

5 5mmo I ) tO-TSyjt h7i/^100mg (O. 7 4mmo I ) £ 
20 ^5mLI^D^T3B#»H&ji3SLfco tt>fc&, ttfnftja**^ KU 

^f— (^PP/f-WbA : *$J— Jl: 2 8%T>^-T7k}§^=2 0 : 1 : O. 1 
-10:1:0. 1) lZ^^)^UmmLs 2 1 1 mg©«^^b:Hfc ( 
25 J|R^1 0 0%) o 
»»« 3 

2-^^;U-4 a a- ( 3 - fc h'0 + «>7i-;i/) -1 1 , 2, 

3, 4, 4a, 5, 12, 1 2aj8-t^^tKO-VJ>' [2, 3-g]< 
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6 4 

##032-el|f.*lfc2->f^-4a«- (3-y h^rV37x^;U) -11- 
**A*-1, 2, 3, 4, 4a. 5, 12, 1 2 a^-^$ t 'J/ 
[2, 3-g] 4V*t>J U>2 10mg (O. 5 6mmo I ) , n-^D/Of 
5 Jl/O. 29mL (3. 20mmol) $T;i/^>|?H^T, DMFj§J®7m 

LfZ&frU *'J'!7A-t-^h*->K320mg (2. 8 5mmol) 

ri 2 0jgr*2 0^isiinr!ft*l*Ltco *JffTi ms^4mL^nxr^14icL 

: y^y-;i (4 : 1 ) S^jTettaJLfco **IB£*-C2fefrU &7RBfci£ 
10 v^i/^A-eSfe^iS$SLfco #fcftfc82£i^PP**>-*$>'--M'ig 

flMMb&fea&BMS i 4 3m g £*#fc 0 

##fll|4 

15 2-^f;i/-4a«- (3->h+i/7i-;i/) -1 1-75;-1, 2, 3, 

4, 4a, 5, 12, 12 a t KP-*V 'J/ [2, 3-g] -f V4r 

y y > a 

2-^f/l/-4aa- (3->h^>7i-;i/) -6-t^rV-1> 2, 3, 
4, 4a, 5, 6, 7, 8, 8 a jS-^^" t KP-CV*/ U>1 50mg (O. 
20 5 5mmo I) tO-7S>^>!/- h'JiH 30mg (1. 10mmol)£ 
ftK5mL|Z*n?L-C4 4^fflttHftSS!ELfco h »J 

»fc£*n*.T* >7nn*;UA: **/-JU (4:1) Lfco 4fttJI 

£75>3- h*>y *^U*7A^7P-7 h^?-f — (<j7nn7|*;uA : — 
25 JI/-50 : 1) fCfcyftJEftttU 8 3mgCD^JS^^A^t>^fc <«UM 1 
%) „ 
»»«6 

2->fJb-4a«- (3-th'P*^i-;i/) -1 1 -75/- 1 . 2, 
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3, 4, 4a, 5, 12, 1 2 a fi * t KO [2, 3-g] •< 

#^4-e§b*lfc2-^fJl/-4a«- (3-^ -1 1- 

75/-1, 2, .3, 4, 4 a, 5, 1 2, 1 2 a fi t >*P-*y'jy 

5 [2, 3-g] <V*yj>8 3mg (O. 2 2mmol), n-"^0/<>^^- 
— ;UO. 1 OmL (1. OeOmmo I) $T;U=J>#fflmT, DMF?g&7m 
LfC$gj&vU *U7A-t-^h^>Kl0 6mg (O. 95mmo I) ^tn?L 
X 1 2 Ogn?2 OB#r»ISitt^Lfco *^T1 i^|[4mLflljltStl:L 

fctt, mftmm*mrh i )^j±*m&£ija*TmmT)vi3 i j&izLT. van* 

10 JUA : (4 : 1 ) S£&-ettaJLfco ^$11 £*-Cgfe#U *R7KBfc& 

^*^AT-£&&^Lfc. &t>titzB&&it<? nP>$ 
^-efHgSLT3 5mg<D^S<b^^^fc (lR¥4 4%) 0 Z.*y.**$ J — 
MZMML. m$t&tinz.Xi&<tL. X-^;u£ta*T@<*£i!tiaLT*I 
iMfl)M^4 0mg$ifc, 

15 ##fltt6 

( + ) -7, 9-iJ7D?-4a- (3-^ K4r*>^x-^U) -2-^^U- 
1, 2, 3, 4, 4 a, 5, 12, 1 2 a * fc Ko U > [ 2 , 3 g 
] «< U> 6. 

(+) -4 a- (3 -y K^ri/7x=.;u) -2-X*;U-6 -TMrV- 1 , 2, 
20 3, 4, 4 a, 5, 6, 7, 8, 8 a -3*"$ £ t KP'T > 382. 4mg fc<fc 

t;2-75/-3, 5-S^n^*>X7;U^fc Kl.95g £x$y— JUKigfrU 
o.454mi ^An^.-C2^AD^35Lfeo *fc#&, fi&ft&M*^ 
7-HJ^A7Ki!§?fc£fll]^U rax^U-CttHJLfco *T*iJi£$&*a&i£7ja?ifc;$U 

25 h^77^- (>7DP7txJUA : >5t;-Jl/=40 : 1 ) IcfcyttfiU 9BitSS 
683. 7mg f#7i (J|X^ 95%) 0 

(+) -7. 9-v7nf-4a- (3-t KP*i/7i-W -2-^^;i/ 
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-1, 2, 3, 4, 4a, 5, 12, 1 2 a -*<7* t Ko-*«/ V > [2, 3 
g] -f V*/ U> 7. 

##«)J6-e|#P,^fc ( + ) -7, 9-iJ7nf-4a- (3-^h^ri/7x- 
Jl/) -2-^t^;U-1 , 2, 3, 4, 4a, 5, 12, 12a-t^$tKP- 
5 *y M > [ 2 , 3g] ■< «J > 669. 6mg £S>>7 P P y £ > 15ml iZ&fr U 

*JfcT* =»9f^PP^>!§i« (1 mol/l) £6.49ml iSTLfco 
■C 4 BtMttft Lfc&. fl&^QJSft^TKf^^- h 'J ^ A*»»£iOiU m^T?^ L < 30 

10 -r— (<7PP*;UA : ;u=2 O : 1 • 5 : 1 ) tUSL, «fHt^$i£ 

381.5mg^fc (J|R^59%) „ 

( + ) -7, 9-v7D : E-4a - (3-t KO^i-il/) -2-y^ 
-1, 2, 3, 4, 4a, 5, 12, 1 2 a -t^$ t KQ-^'J > [2, 3 

15 g] •< 'j $ >*jU7fr:/&*£ 8. 

##01j7T?^C>*lfc (+) -7, 9-i?7Pf-4a- (3-tKP*«>7i 
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